* 



CLAIMS 



What is claimed is: 



1 . A method to treat or prevent an androgen responsive disease/in a 
subject, or to ameliorate one or more symptoms thereof, comprising administering to 
a subject, or delivering to the subject's tissues, an effective amount of p compound 
of formula 1 or 2 
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wherein, R 1 -R 28 independently are -H, 



SR PR , -N(R PR ) 2 , -0-Si-(R A ) 3 , -CN, - 



N0 2 , -OS0 3 H, -OPO3H, an estor, a pWosohoester, a phosphonoester, a sulfite ester, 
a sulfate ester, an amide, an anin<^cid ! ifpeptide, an ether, a thioether, an acyl 
group, a carbonate, a carbamate/a sjtffonamide, a halogen, an optionally substituted 
alkyl group, an optionally substkU^d alkenyl group, an optionally substituted alkynyl 
group, an optionally substituted ary\ moiety, an optionally substituted heterocycle, an 
optionally substituted heteraaryl moiety, an optionally substituted monosaccharide, 
an optionally substituted/oligosaccharide, a nucleoside, a nucleotide, an 
oligonucleotide, a polypner, or, whe\ two of R 1 -R 28 are linked to the same carbon 
atom (e.g., R 5 and R? or R 12 and R 13 ), they independently comprise a double bond, 
such as =0, =S, =CH 2 or =N-OH, at one or more ring carbons, and provided that 
when one or more of the rings comprises a double bond, one of the variable groups 
that is bonded/to the double bonded ring carbon is absent; each R A independently is 
C1-8 alkyl; each R PR independently is -H or a protecting group; and the dotted lines 
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are optional double bonds, provided that 2, 3, 4 or more of R 1 -R 28 are not hydrogen, 
and provided that compound is not 17a-ethynyl-17p-hydroxy-4-estrene-3-ona/l7a- 
ethynyl-17p-hydroxy-5(10)-estrene-3-one, 1, 3, 5(10)-estratriene-17a-ethynyl- 
3(3, 1 70-diol, 1 7a-ethynyl-androst-5-ene-3p, 1 7p-diol, 1 7ct-ethynyl-1 7p-hydroxy-4- 
androsten-3-one, 3p,17p-dihydroxy-androst-5-en-16-one, 3p,17p-dihydfoxy-androst- 
4-en,3p i -methylcarbonate-androst-5-en-7,17-dione, 3p,17p-dihydroxy-androst-5-en- 
1 1-one, 3p,17p-diacetoxy-androst-5-ene-7a,17p-diol, 3p,17p-diacptoxy-androst-5- 
ene-7-one, 3p-methoxy-androst-5-ene-7a, 1 7p-diol, 1 7p-methox/-androst-3,5-diene- 
7-one, 17p-hydroxy-androst-3,5-diene-7-one, 5a-androstane-^ot,17p-diol or an an 
ester, ether or salt of any of these compounds. 

2. The method of dairn^ wherein the androgetf responsive disease is 
prostate cancer, benign prostatic hyperplasia, breast cgncer, alopecia, acne, 
hypogonadism or hirsutism. 

3. The method oLqlaimJ wherein the formula 1 or formula 2 compound is 
a compound or genus of compounds/nameq in cqmpound groups 1 through 13-1 1 as 
disclosed herein. 

whereinUfie subject is a human, 
whereii/the formula 1 or formula 2 compound is 
ipr ses aypharmaceutically acceptable carrier, 
wh/reij^tne method further comprises 



The method of claim 1 



4. 

5. The method of,c[aim 1 
present in a composition that comp 

6. The method qf^laim 1 
administering to the subject a second 

7. The method of claim 6/Vherein tf\e second therapy is optionally 
selected from administration to th^sufcject of otoe or more therapeutic compound, 
optionallly selected from the grou'p consisting ofYiydroxyflutamide, leuprolide, 
megesterol, diethylstilbesterol,yaminogl\itethimide, spironolactone, tamoxifen, 
cyproterone acetate and bicaJutamide. 

8. The method qt claim 1 wherein the formula 1 or formula 2 compound is 
an analog of 1, 3, 5(10)-^tratriene^ 17a-ethynyl- 
androstene-3p, 1 7p-diol/3p, 1 7p-dihydroxy-androst-5-en-1 6-one, 3p,- 
methylcarbonate-andrast-5-en-7,17-dione, wherein the analog comprises 1, 2, 3, 4, 5 
or 6 independently selected moieties selected from an ester, a thioester, a sulfate 
ester, an ether, a tl^ioether, a carbonate, a carbamate, a slufonamide, a 
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monosaccharide, a disaccharide, an oligosaccharide, an amino acid or a peptide, 
provided that at least one of these moieties is not an ester or an ether. / 

9. The method of claim 1 wherein the formula 1 or formula 2 (impound 
comprises 1, 2, 3, 4, 5 or 6 moieties independently selected from -OHy^O, -SH, =S, 
5 -NH 2 , halogen, =CH 2 , =NOH, =NOC(0)CH 3 , -0-C(0)-(CH 2 )m-(CF2)n7CH3, -O-C(O)- 
(CH 2 ) m -(CF 2 ) n -CF 3 , -0-C(0)-(CH 2 ) m -(CF 2 ) n -CH 2 F, -0-C(0)-0-(CH2V(CF 2 ) n -CH 3 , -O- 
C(0)-0-(CH 2 ) m -(CF 2 ) n -CF 3 , -0-C(0)-0-(CH 2 ) m -(CF 2 ) n -CH 2 F, -OMO)-NH-(CH 2 ) m - 
(CF 2 ) n -CH 3 , -0-C(0)-NH-(CH 2 ) m -(CF 2 )„-CF 3 , -0-C(0)-NH-(CH2) m -(CF 2 ) n -CH 2 F, 
wherein m is 1, 2, 3, 4, 5, 6, 7, 8, 9 or 10, and n is 0, 1, 2, 3/4, 5, 6, 7, 8, 9 or 10, - 

10 CH(CH 3 )-(CH 2 ) 2 -C(0)NH-CH 2 COOH, -CH(CH 3 )-(CH 2 ) 2 -^)NH-CH 2 S0 3 H, - 
OSi(CH 3 ) 2 C(CH 3 ) 3 , -C(OH)=CHCH 3 , =CH(CH 2 )o- 15 CH 3/ /(CH 2 )o-i4CH 2 F, -(CH 2 )o- 
14 CH 2 CI, -(CH 2 )o-i 4 CH 2 Br, -(CH 2 ) 0 -14CH 2 I, -(CH 2 ) 2 -io-0-(CH 2 )<mCH 3 , -(CH 2 ) 2 -i 0 -S- 
(CH 2 ) 0 ^CH 3 , -(CH 2 ) 2 .i 0 -NH-(CH 2 )ow,CH 3 , -0-(CH 2 v(4CH 2 F, -O-(CH 2 ) 0 -i4CH 2 CI, -O- 
(CH 2 )o.i 4 CH 2 Br, -0-(CH 2 )o-i4CH 2 l, -0,{CW 2 ) 2 -io-^-(CH 2 )o-4CH 3 , -0-(CH 2 ) 2 -io-S-(CH 2 ) 0 - 

15 4 CH 3 , 0-(CH 2 ) 2 -io-NH-(CH 2 ) 0 ^CH 3 ,/o-CIO)-(CH 2 )o-i 4 CH 2 F, -0-C(0)-(CH 2 )o-i 4 CH 2 CI, 
-0-C(0)-(CH 2 )o- 14 CH 2 Br, -O-C(O)-pH 2 ) 0 -i/SH 2 l, -0-C(0)-(CH 2 ) 2 -io-0-(CH 2 ) 0 -4CH 3 , - 
0-C(0)-(CH 2 ) 2 -io-S-(CH 2 ) 0 -4CH 3 , -p-C(O^CH 2 ) 2 -io-NH-(CH 2 )o^CH 3 , -0-C(S)-(CH 2 )o- 
1 4 CH 2 F, -O-C(S)-(CH 2 ) 0 -i4CH 2 CI, |o-C6S)-lcH 2 )o-i4CH 2 Br, -0-C(S)-(CH 2 )o-i4CH 2 l, -O- 
C(S)-(CH 2 ) 2 . 10 -O-(CH 2 ) 0 -4CH 3 , -0-C(S)-(CH2) 2 .io-S-(CH 2 )o^CH 3 , -O-C(S)-(CH 2 ) 2 -i 0 - 

20 NH-(CH 2 ) 0 -4CH 3 , -(CH 2 )o-i 6 NH 2 , -( ^ 2 )yjOH3, -(CH 2 ) 0 -i 5 CN, -(CH 2 ) 0 -i 5 CH=CH 2 , - 

(CH 2 ) 0 -i 5 NHCH(O), -(CH 2 ) 0 -i6NH-^H^o.i 5 qH3, -(CH 2 ) 0 .15CCH, -(CH 2 ) 0 -i 5 OC(O)CH 3 , - 
(CH 2 ) 0 -i 5 OCH(OH)CH 3 , -(CH 2 )^WO)OChL, -(CH 2 ) 0 -i 5 C(O)OCH 2 CH 3 , -(CH 2 )o- 
15 C(0)(CH 2 )o.i 5 CH 3 , -(CH 2 )o-isC(ol(CH 2 )o-i5lpH 2 OH, -0(CH 2 )i. 16 NH 2 , -0(CH 2 ) 1 . 15 CH 3 , 
-0(CH 2 )i-i 5 CN, -O(CH 2 )i-i 5 0H=ChI, -0(CH 2 L 15 NHCH(0), -0(CH 2 )i-i 6 NH-(CH 2 )i. 

25 15 CH 3l -OCC^JlisCCH, -o(cH 2 )i.i1oC(0)Ch\, -OtCH^MsOCH^HJCHs, -0(CH 2 )i. 
i 5 C(0)OCH 3 , -0(CH 2 )i.i^C(0)OCH 2 CH 3 , -0(CH 2 )i.i 5 C(0)(CH 2 )o-i5CH 3 , -0(CH 2 )i- 
15 C(O)(CH 2 ) 0 .i5CH 2 OlV-OC(O)(CH 2 L6NH 2 , -OC(O)(CH2)i-i5CH3, -C(0)0(CH 2 )i- 
15 CN, -C(0)0(CH 2 )iyfeCH=CH 2 , -OC(0)(CH 2 ) 1 . 15 NHCH(0), -OC(0)(CH 2 )i- 16 NH- 
(CHzjLisCHa, -OCjp)(CH 2 )i-i 5 CCH, -OC(0)(CH 2 )i-i 5 OC(0)CH 3 , -OC(0)(CH 2 )i- 

30 i 5 OCH(OH)CH 3 , yOC(0)(CH 2 )i-i 5 C(0)OCH 3 , -OCfOXCH^sCfOyDCHzCHa, - 

OC(0)(CH 2 )i-i5</(0)(CH 2 )o-i5CH3, -OC(0)(CH 2 )i-i5C(0)(CH 2 )o- 15 CH 2 OH, -C(0)-0- 
(CH 2 ) m CH 3 (where m is 1, 2, 3, 4, 5, 6, 7, 8, 9 or 10), -(CH 2 ) m -C(0)OH (where m is 1, 
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2, 3, 4, 5, 6, 7, 8, 9 or 10), phosphoenolpyruvate, D-glucosamine, glucholic ajzfd, 
glucuronic acid, pantothenic acid, pyruvic acid, glucose, fructose, mannosj 
rhamnose, fucose, sucrose, lactose, glycerol, 3-phosphoglycerate, glycjne, alanine, 
phenylalanine, glutamic acid, lysine, threonine, proline, 4-hydroxyproHne and a C4-22 
fatty acid that is linear or branched and that is saturated or unsaturated, provided 
that at least one of these moieties is not an ester or an ether. 
1 0. The method of claim 1 wherein 

(a) R 24 is -CH2OH, -CH2-0-C(0)(CH 2 )i-i6NH 2 . -OC(0)(CH 2 )i-i5CH 3 or 
-OC(0)(CH 2 )i-i5CH 2 OH, or 

(b) R 25 is -CH2OH, -CH2-0-C(0)(CH2)i.i6NH 2 /OC(0)(CH2)i.i5CH3 or 
-OC(0)(CH 2 )i-i 5 CH 2 OH, or 

(c) R 1 is -OH, -SH, -NH2, a halogen, -0-£(0)-CH 3 , or -0-C(0)-C 2 H 5 , or 

(d) R 1 and R 2 together are =0, =S, =pH 2 . =CHCH 3 , =NOH, =NOC(0)CH 3 , or 
they are both -OH, or a halogen,/or 

(e) R 3 is -OH, -SH, -NHa/a haWen, -0-C(0)-CH 3 , or -0-C(0)-C 2 H 5 , or 

(f) R 3 and R 4 together ale =o)(=S, =CH 2 . =CHCH 3 , =NOH, =NOC(0)CH 3 , or 
they are both -OH, or a halogjS 

(g) R 7 is -OH, -SH, -N^ 2 /a halogen, -0-C(0)-CH 3 , or -0-C(0)-C 2 H 5 , or 

=S, =CH 2 , =CHCH 3 , =NOH, =NOC(0)CH 3 , or 

en, or 



(h) R 7 and R 8 togethe 
they are both -OH, or a hal 



(i) R 10 is -OH, -SH/-NH 2 , alialoben, -0-C(0)-CH 3> or -0-C(0)-C 2 H 5 . or 
0) R 10 and R 11 togetheVare =0, \=S, =CH 2 , =CHCH 3 , =NOH, =NOC(0)CH 3 , or 
they are both -OH, or a halogen, or 

(k) R 14 is -OH^-SH, -NhV, a haloden, -0-C(0)-CH 3 , or -0-C(0)-C 2 H 5 , or 

15 together aVe =0, =CH 2 , =CHCH 3 , =NOH, =NOC(0)CH 3 , or 
they are both -OH, or a halogen, W 

(m) R 16 /fe -OH, -SH, -NH 2 , a halogen, -0-C(0)-CH 3 , or -0-C(0)-C 2 H 5 , or 
(n) R 1 /and R 17 together are =0, =S, =CH 2 , =CHCH 3> =NOH, =NOC(0)CH 3> or 
they are bom -OH, or a halogen, or 

(0VR 20 is -OH, -SH, -NH 2 , a halogen, -0-C(0)-CH 3 , or -0-C(0)-C 2 H 5 , or 
(J) R 20 and R 21 together are =0, =S, =CH 2 , =CHCH 3 , =NOH, =NOC(0)CH 3 , or 
they are both -OH, or a halogen, or 
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(q) R zz is -OH, -SH, -NH 2 , a halogen, -0-C(0)-CH 3 , or -0-C(0)-C 2 H^dr 



10 



(r) R 22 and R 23 together are =0, =S, =CH 2 , =CHCH 3 , =NOH, =NOC(0)CH 3 , or 
they are both -OH, or a halogen, or 

(s) R 24 is -OH, -SH, -NH 2 , i/hal^gen 
(t) R 24 and R 28 together 
they are both -OH, or a halogen^ 
(u) R 26 is -OH, -SH, -N 
(v) R 26 and R 27 togetffe/ afe =0 
they are both -OH^afan independent! 
halogen. 



, or -0-C(0)-C 2 H 5 , or 
CHCH 3 , =NOH, =NOC(0)CH 3 , or 



, -0-C(0)-CH 3 , or -0-C(0)-C 2 H 5 . or 
=S, =CH 2 , =CHCH 3 , =NOH, =NOC(0)CH 3 , or 
selected halogen or they are both the same 
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